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[0 0 6 2] 
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[it I 7] 




[0 0 6 3] 
[it I 8] 




[0 0 6 4] 
[Itl9] 




C 2 H 5 C 2 H 5 



[0 0 6 6] 

[<t2 i] 



(H 3 C) 2 N 
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[0 0 6 73 
[it 2 2 3 




[0 0 6 8] 
[0 0 6 9] 

mmttomm&'^z < * o ytmm^m < mm^m^mmt. 5-100 

M m"C$>*)* L < {* 5 ~ 7 0 jum-C£>&o 
[0 0 7 03 

m*^a<7)it^J ; r < 7z;- ^<omtW±M. ^ > v*y * y 

o 

[0 0 7 1 3 

mmcomm&m 7 ?u/y ?u^r=- >it&m. mi^m y 9u/±y ^u^r 
-yit&m. mm&m-fy ?u/7 ?v^T-yit&®, axxfrnm^m-ry 9 

D/t7?Dft^i|^l«r, nffi%&tt (CGM) LT^ffl-r^-ttC 
o ±gBO / i-*^y^«aa*tt^flMfc^i»«:*?!fl&^*t (CGM) 
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^ti±SBOA«-*^^*«S[lltt^«^!»**WI&^*t (CGM) iLtftffl 
[0 0 7 2J 

[H»J3 

(cgm) <D&&mAvmmmz x *> aitm-itm 

h ;i/^-S0^Lfco ) 
[0 0 7 3] 
1 

PcGa-O-TiPc 
[0 0 7 43 

&%&3 5 8 g €r 5°CJ^T^itiflU fiJt £i**> * n n JfV y A y 9 u 
■>7->6. lg (0. OlOmol) XU f f^Jl'7^ny7-^ 5. 7 g ( 
0. 0 1 Omo 1) Ofl^Srflnx.. 5tt2BfW|Lf: 0 tKO. 6L ( } ) y 

U 7Kil7K2. 0 L-e«^^lt^L^o h7--*t7kM7kO. 2 Li 3 

Lfcf-*-Hft&*, 2l$WM»5HftLfco zKit*2. OLtl^ 

TWSfci^Lfco h^-^r. tKO. 2L. 2 5%T>*-TtR0. 15L£ 

lL-b^7 7>7 7^ni;ttM, 2B#RI5HftLfco »2. OL, 

TfS«^t<7)#fe@f* [<b2 3] 10. 7g (P9 1. 0%) fc»fc 0 
[0 0 7 53 
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[ft 2 3 3 




[0 0 7 6] 
1 A 

1 i:TlMU;lEiil^ra 1 . 5 0 g DM F 2 0ml 

mi&r 2 o n#ni«# l atflJ^ ?5fe^ <e« lt (mi) oxrdx^^mv 

fc^i&JI^SIfcW-rsWfelltel. 2 8g (CGM-1A) fc&fco 
[0 0 7 7] 
£->&ff!l 1 B 

1 t:tM L£±fa«i£<aft£-& 1. 2 4 g ^;-^15ml(t> 

•e, sjaT2 2^wtt#L^, awu *£*l-c (in 2) ©xrdx^^ 
h ^^^-r^mm^m-r^w^m^i . i5g (cgm-ib) *»fc 0 

[0 0 7 8 J 
PcAl-O-TiPc 

»J 1 tfflv^/: ^ n n #'J ^ A 7 ^ n -> 7 - > (0. OlOmol) * 
nDTiK-^A?^-/!-^ (O. OlOmol) left*., &$.M 1 tmU 
tCLTTIB«jftO#feH# [ft 2 4] 9. 7g («$8 6. 6%) &f#fc 0 
[0 0 7 93 
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[it 2 4] 




[0 0 8 0] 



£M M 2 A 

2 iz XYtWL L fc±8BOft^ 0. 9 1gt DMF2 0ml4'T% MiS 
Tl 5l$Wtt#Lrt:lfc> ML #fc$% *£*LT (03) <OXRD^^9 
1-|§ B H H ^^^ri-^»fe@f*0. 52 g (CGM-2A) *'&tz 0 
[0 0 8 1] 
^•tfegll 3 

PcGa-O-TiNc <D&J& 
[0 0 8 2] 

T-> (CIGaPc) 0. 3 0 g (0. 486 mmol) 9 —fr1r"7 9 

ui/T-y (0 = T iNc) 0. 38g (0. 486mmol) <0 £2nix_ 
, 5 *Ct? 2 B# WMft^Lfco lOOmK *3 0 0mli:i0 °Cm 

TC»TU 2B#W#tfcLfc 0 »Sf^> *E»aL, *4 8 0 m l X*M 0 jHti* 
i£Lfco h^-^rt7K2 0 0m l £ 5 0 0m l feT- # -Kffc&*, 2 

MSfrlfcLfco ttEEitft&. 7K2 0 0m l "CSO tW^L^o tf-x-y 
, *110ml, 2 5%7>-=e — 7*6 6m l £3 0 Om l Hop? 9* n Kfl: 
6B#ram^t^L7t 0 «tBE«ig^, ?§3 5 0ml, 'f *>£&7k5 0 Om 
l -CiSOjWtifc^Lfco ^i7f^- + ^7 0t«U »$tfe@#['fb2 5] 
0. 4 7g (JR^7 1. 2%) £#fc 0 
[0 0 8 3] 
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[ft 2 53 




[0 0 8 43 

&f&1M 3 A 

^3 lzxft&Lt:±3l<Z>fo&VB0. 4 4 g£> DMF2 0mlK\ US. 
T3 5B#WJ«fliLfc&, »L ifcitK i£ftU (06) OXRDWh;!/^ 
■T^lESSr^-r^WfeH^O. 3 3 g (CGM-3A) fcftfco 
[0 0 8 53 

£M1 4 

NcGa-O-T i Pc <7>-£-j£ 
[0 0 8 63 

&f&M 3 -Cfflv^c ? u a 1fV <J A 1 9 u ->7-»f 9 —)]/-}• 7 ? n y 7 — 
tuujfV vAi-7?v i/T—> (CIGaNc) 0. 30g (0. 36 
7mmo 1 ) ^f^^7^ny7-> (0 = TiPc) 0. 21g (0. 3 
6 7mmol) Kftx., 3 £ |WM*K LT#fe@#[<b 2 6 ] 0 . 32g (JR 

^6 4%) £&fc 0 
[0 0 8 73 
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Mfc2 6] 




[0 0 8 8] 

4 A 

&l&m4fcXVE1&Lt:±&0>ik&ll!lO. 29g£, DM F 2 0 m 1 $>X\ IS 
T3 7H#H«#Lfcm, ifcitK gilt (05) «XRD^^ h;l/£^ 

i-|g B H H ^*^-t^>S|tfe@#:0. 2 0g (CGM-4A) 
[0 0 8 9] 

NcGa-O-TiNc <D&J& 
[0 0 9 0] 

£*J&0!I 3 "Cfflt^*: ?nn**'j^7?n yT^'/W 9 =-fr1-"7 9 oy7- 
>£ N ^nnf^At7^ny7-> (CIGaNc) 0. 30g (0. 36 
7mmo l ) P'f^-H7^Dy7-> (0 = T i Nc) 0. 29g (0. 
3 6 7mm o l) fcftx., 3 t mfttK LXm^m&mfettt 2 7 ] 0 . 2 

2 g (1R!£3 8. 6 %) 
[0 0 9 1 ] 
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Hk2 73 



(OH"* 



[0 0 9 2] 
^■^^11 5 A 

KTftj£L£±ffi<7Mfc^0. 19g^ DMF 10ml >fT% MS 
T3 4B#ra«£#L7t^ *tU£> ticfr, ^tLT (04) <aXRD*^* h^SrTF 

-rmgkmmzm-rzmm&mito. 12 g (cgm-sa) *mz Q 
[0 0 9 3 ] 
mmm 1 - 6 

ztLhtDnnm-eti, ±u&mw^ftj&Ltzit&® (cgm) t 

[0 0 9 4] 

mwm 1 

1 AT*f#£ft£**V^«M^S&JKft^ [CGM-1A (PcGa 
- O - T i P c ) ] 0 . 2 g , # U 9 - ^#J8B [fltTMfc^ttK^ W 

7nBH-3] 0. 2g, y^OAH;>5 9. 6gS^3. 0mm^7 

- >y Afo^zmmtf 0 . 5 ^mtC^^) iv^3-^»t«U JSL 
^^^TtfMl (CGL) *J&mLtZo 
[0 0 9 53 

ttffitK&tf (CTM) <hLT, p-(N,N'-y'7x-^7^)^>XT^ 
K-N'->fW-7i-^t K7V*> [|±?I7 ;i^Att$!ic7)CT- 5 0 
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1] 4. 5g, *°'J hmm [fAI±i^r/7^M- 1 2 5 0] 4 

. 5 gS.^iafb^^P>5 1. Og^PlCAti, 

^iLt, H)¥6 O^mOSifrlB^S (CTL) ^MLf;«IS«M ( 

[0 0 9 6] 

3g 2-6 

m mm i -effl ^ tz c g m * i b - 5 a -c# titz % tim<Dit& 
%a (cgm) {zixx.tzmi, mmmi tmmzLxmftfcftzvt&L* opc# 

[0 0 9 7] 

#^ffH 1 

(CGM) - t + Vlii*"'J 7 ^ Q y 7 - >lift 

0-8 8 0 2 3^»GI^Mv-) ^ffl^/^jfeti, mmm 1 

[0 0 9 8] 

##1?'J 2 

m#H±^ (CGM) tLt^-t^ViIl7;K-^A7^ny7^> = 

(ii¥9-2 1702 o^&mzmmmyj-?-) ^m^tzmt, mm 
mitmm^Lx, at) £{«l^ 0 

[0 0 9 9] 

#^'13 

«#«l*t (CGM) Ht /i -t + 7fll7i^-7A/**'J7A7^n 
vT^>?-M-7- (#Hfl2 0 0 0-2 1 9 8 1 7 ^^^»!J 4 (CfSfcCOIII 
1/^-^-^7-7;^^ ^7^o->7-7 yj"?-) Zm^^tzitilli 

[0 10 0] 

4 

m^H^ (CGM) tLtitS7?ny7-7 (H2Pc) ZM^tzmt 
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[0 1 0 1 1 

t7^ff-EPA-8 2 0 0 [illPS^ttS^] £fflv>, - 8.0kVtS 

TAT 3 ^e- KtCTm*L, 2 . 0 fm^fftfaW.fe, 5.0 lxOSM^lO. 
0#rBlH?.MLT, ^mmi4 (Vraax) , m-mnm (%) > a^Sfi (Vre) , 

(E1/2) ^^>^TffliJ^LfFffiL^o &±<7>«!5&|§**r^l K 

[0 10 2] 
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(CGM) 


(CTM) 


Vmax 
(V) 


(%) 


Vre 
(V) 


¥M 
(Lx.s) 


mmm 
i 


[PcGa-0-Ti + Pc] 
OH" 

(COM— 1 A) 


CT-501 


-565.3 


19.34 


-14.3 


0.92 


nasal 

2 


[PcGa-O-TiTc] 
OH" 

( C CM- 1 R"> 


CT-501 


-788.3 


12.56 


-16.7 


6.20 


3 


[PcAl-0-Ti + Pc] 
OH" 

(CGM— 2 A) 


CT-501 


-249.0 


25.97 


-33.3 


14.07 


mmm 

4 


[NcGa-OTi*Nc] 
0H" 


CT-501 


-311.0 


28.67 


-31.0 


9.27 


5 


[NcGa-O-Ti'Pc] 
OH" 

(CGM— 4 A) 


CT-501 


-254.3 


31.33 


-61.7 


30.73 


mmm 

6 


[PcGa-O-TTNc] 
OH" 

(CGM- 3 A) 


CT-501 


-274.7 


35.09 


-29.0 


11.30 



[0 10 3] 
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Vmax 
V v ) 




V VP 
V 1 1? 

(V) 


(Lx.s) 


1 


[ Jr c Cjt a - CJ - Lr ar c J 


O 1 •oUl 


•oyo.u 






l.oo 


2 


Al O A 1D^"I 

[rcAl- U - Air c J 


O 1 -oUl 


-4 1 A.yj 




-^4 .u 


Q 1 9 


g> -^7 1?'J 

3 


rDnPo M AlT>ol 

[ Jr C\j a - r C J 


1 -OUl 


AAA n 


9 1 9Q 


- 57 ,0 


9 m 


4 


H2Pc 


CT-501 


-774.3 


12.7 


■18.7 


2.98 



[0 10 4] 

Bt^i$icoiij^(±, ^nm£<vmmwi±L (v 0 =vmax) &t/2. o#ra&m^: 

<7)Mmfi (V 2 ) £?FJJteU ^O^J: l9Hf^^ (%) £*#>7t:o 
[0 10 5] 

mi] 

mmnm (%) = ioox (v 0 -v 2 ) /v 0 

[0 10 6] 

^SJt<^yIi^(±> KA s Xf$7 ^ )V$> -*m^X A 5 0- 9 0 0 nmO 
P^C&^TS 0 nm (S^*2 5 nm) raPS^\B?J^O^ft^^t$^^> - <h W 

— f± 1 . OO^Wht/io -etL^OrSS^^lt^^^m* (Vmax (V) 

) w^jtu^jgut (e 1/2 (^j/cm2) ) ^m^tzo m^kzm i 

[0 10 7] 

WAttiBO^- ^m-r&lifi^&J 1 0 0ll|i)ilL/;o fit, fUt: 

1*^^mmfi (Vmax) , (Ei/ 2 ) ^-ftSriUJTE L£ c 
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8 5.^119^^0 
[0 10 8] 

LfzmiirMi<D / u-**vmmmjf } ) <y^y?ui/T=-y~m* (gmgpd 

[0 10 9] 

in 7 - 9 & h , ju-**v mmmmm&mit&m * nm&^M tLmt* 

[HI] ^ffl 1 AX^hfifzit^ (CGM-1A) (OXRDX^n 

[El 2] £-J&$J 1 BX'&htitzit'kfy) (CGM-1B) OXRD^^h 

[1213] £-J&#!l2 AX^hfitzit^ (CGM-2A) OXRD^^^F 

[HI 4] £*J&$I5 AX&btitzik&Vd (CGM-5A) OXRDX^^l^ 

[05] ^^0 4 A-Cif^tif^fb^ (CGM-4A) (DXRDX^t V 

[H6] ^J&#0 3 ATlf^/c^t/ (CGM-3A) ©XRDX^^F 

7 ] <DmjtVf<vftitmm. ^^-rv^yx^^o 
9] *$kw <Dmjtw<Dmm.wsx\i* ^-fy? vxhho 
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1/ 



lwm%] mm 

[HI] 




5.0 10.0 15.0 20.0 25.0 30.0 35.0 40.0 

26 

[0 2] 

20000 -j 1 ; , ; ; ; 1 



15000 -• 




o -I 1 1 1 1 1 1 1 

5.0 10,0 J 5.0 20.0 25.0 30.0 35.0 40.0 

20 



tbfiE#2 003-3106387 



&m 2 0 0 3 - 0 0 0 5 2 3 ^- V \ 2/ 

[13] 

(cos) 

30000 -r ; ; ; . . . 

25ooo - \ I i L- _ : i 

20000 - i v i [ • _ I 




5-0 10.0 15.0 20.0 25.0 30.0 35.0 40.0 

26 

[04] 

SiltCcps) 

14000 -i ; ; ; ; ; ; 1 
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3/ 



[05] 




[El 6] 



i (cpa) 



20 




26 
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73 



-7000 



-6000 



=1 



O 
> 



-5000 



-2000 



-1000 




400 



EI83 



-650 



-600 



-550 



$1 -500 
|g 

« -450 

s 

-400 



-350 



900 




-300 



20 



40 



60 



80 



100 



120 



£BfiE#2 003-3106387 



II 2003-000523 



5/E 



[09] 



1.6 



1.2 



0.8 



0.6 



0.4 



-o~mmm i 




0.2 



20 



40 



60 



80 



100 



120 
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fro 



tBIE#2 003-3106387 



#H 2003-000523 

ffi m a m m m « 



»SU#-^ [000103895] 
1 . B 1 9 9 0 ¥ 8^310 



